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PGPUB- DOCUMENT -NUMBER: 20050261351 
PGPUB- FILING- TYPE: new 

DOCUMENT- IDENTIFIER: US 20050261351 Al 
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=> s 99614-01-4 

LI 1 99614-01-4 

(99614-01-4/RN) 


= > d 

LI ANSWER 1 OF 1 REGISTRY COPYRIGHT 2007 ACS on STN 

RN 99614-01-4 REGISTRY 

ED Entered STN: 04 Jan 1986 

CN 4H-Carbazol-4-one, 1,2,3, 9- tetrahydro-9-methyl-3- [ ( 2 -methyl- 1H- imidazol 

yl) methyl] hydrochloride (1:1) (CA INDEX NAME) 
OTHER CA INDEX NAMES: 

CN 4H-Carbazol-4-one, 1,2,3, 9-tetrahydro-9-methyl-3- [ (2 -methyl -1H- imidazol 

yl) methyl] -, monohydrochloride (9CI) 
OTHER NAMES: 

CN 1, 2, 3 ,4-Tetrahydro-9-methyl-3- [ (2 -methyl- 1H- imidazol- 1-yl) methyl] -9H- 

carbazol-4-one hydrochloride 
CN GR 38032F 
CN NSC 665799 

CN Ondansetron hydrochloride 
CN SN 3 07 

DR 110204-46-1, 110707-92-1 
MF C18 H19 N3 O . CI H 
CI COM 
SR CA 

LC . STN Files: ADISINSIGHT, ADISNEWS, ANABSTR, BIOSIS, BIOTECHNO, CA, 
CAPLUS, CASREACT, CBNB, CHEMCATS, CIN, CSCHEM, EMBASE, IMS PATENTS, 
IMSRESEARCH, MRCK* , PHAR, PROMT, PS, RTECS* , TOXCENTER, USPAT2 , 
US PAT FULL 

(*File contains numerically searchable property data) 
CRN (99614-02-5) " - 


Me 



O 


'• HC1 

24 9 REFERENCES IN FILE CA (1907 TO DATE) 
252 REFERENCES IN FILE CAPLUS (1907 TO DATE) 


=> file caplus 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 2.40 3.08 

FILE 'CAPLUS' ENTERED AT 16:42:23 ON 03 JUL 2007 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2007 AMERICAN CHEMICAL SOCIETY (ACS) 


Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 3 Jul 2007 VOL 147 ISS 2 
FILE LAST UPDATED: 2 Jul 2007 ( 2 007 0702 /ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http: //www. cas . org/inf opolicy . html 

=> s 99614-01-4/prep 

252 99614-01-4 
4426598 PREP/RL 
L2 27 99614-01-4/PREP 

(99614-01-4 (L) PREP/RL) 

=> s 99614-01-4/pur 

252 99614-01-4 
258809 PUR/RL 
L3 0 99614-01-4/PUR 

(99614-01-4 (L) PUR/RL) 

=> s 99614-01-4/proc 

• 252 99614-01-4 
4129969 PROC/RL 
L4 15 99614-01-4/PROC 

(99614-01-4 (L) PROC/RL) 

=> s 12 or 14 

L5 41 L2 OR L4 

=> s 15 and py<2000 

20031603 PY<2000 
L6 25 L5 AND PY<2000 

=> s 16 and crystal? 

1868474 CRYSTAL? 
L7 0 L6 AND CRYSTAL? 

=> s 16 and polymorp? 

210613 POLYMORP? 
L8 0 L6 AND POLYMORP? 

=> s 16 and ( hcl or hydrogen chloride) 
576522 HCL 
1000962 HYDROGEN 
114 924 8 CHLORIDE 

32 840 HYDROGEN CHLORIDE 

( HYDROGEN ( W ) CHLORIDE ) 
L9 13 L6 AND ( HCL OR HYDROGEN CHLORIDE) 


=> s 19 and ( ethanol or ketone or xylene or isopropanol or methyl tert-butyl 
ether or ether) 

274867 ETHANOL 


L10 


153325 KETONE 
110476 XYLENE 
32261 ISOPROPANOL 
1014064 METHYL 
268662 TERT 
278071 BUTYL 
504528 ETHER 

3 091 METHYL TERT- BUTYL ETHER 

(METHYL (W) TERT (W) BUTYL (W) ETHER) 
504528 ETHER 

1 L9 AND ( ETHANOL OR KETONE OR XYLENE 
TERT- BUTYL ETHER OR ETHER) 


OR ISOPROPANOL OR METHYL 


=> d ibib abs hitstr 


L10 ANSWER 1 OF 1 CAPLUS COPYRIGHT 2007 ACS on STN 


ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 


1987:576032 CAPLUS 
107:176032 

Preparation of tetrahydrocarbazolone derivatives as 
serotonin antagonists 

Coates, Ian Harold; Bell, James Angus; Humber, David 

Cedric; Ewan, George Blanch 

Glaxo Group Ltd., UK 

Eur. Pat. Appl., 54 pp. 

CODEN: EPXXDW 

Patent 

English 

1 


PATENT NO. 


EP 219193 
EP 219193 

R: AT, BE, CH, 
US 4725615 
AT 76642 
JP 62077382 
PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 
GI 


MARPAT 107:176032 


KIND 

DATE 

APPLICATION NO. 


DATE 


Al 

19870422 

EP 1986-305674 


19860723 

< - 

Bl 

19920527 





DE, FR, 

GB, IT, 

LI, LU, NL, SE 




A 

19880216 

US 1986-888258 


19860723 

<- 

T 

19920615 

AT 1986-305674 


19860723 

<- 

A 

19870409 

JP 1986-174685 


19860724 

<- 



GB 1985-18743 

A 

19850724 




EP 1986-305674 

A 

19860723 



R4 R3 



AB Tetrahydrocarbazolones I (Rl = H, CI- 10 alkyl, C3-7 cycloalkyl, C3-7 

cycloalkyl-Cl-4-alkyl, C3-6 alkenyl, C3-10 alkynyl, Ph, phenyl-Cl-3 alkyl; 
one of R2, R3, R4 = H, Cl-6 alkyl, C3-9 cycloalkyl, C2-6 alkenyl, 
phenyl-Cl-3-alkyl, each of the other groups = H, Cl-6 alkyl; X = halo, OH, 
Cl-4 alkoxy, phenyl-Cl-3 -alkoxy , Cl-6 alkyl, NR5R6, CONR56; R5, R6 = H, 
CI -4 alkyl, C3-4 alkenyl; NR5R6 = saturate 5-7 membered ring) and their salts, 
potent and selective neuronal 5-hydroxytryptamine receptor antagonists and 
useful in the treatment of psychotic disorders (e.g. schizophrenia and 
mania) , anxiety, pain, gastric stasis, symptoms of gastrointestinal 
dysfunction such as occur with dyspepsia, peptic ulcer, reflux 


esophagitis, and flatulence, migraine, nausea, and vomiting (no data) , 
were prepared by 6 methods. 4 - FC6H4NHNH2 . HCl reacted with 
1, 3-cyclohexanedione to give 3-hydroxy-2-cyclohexen-l-one 

(4-f luorophenyl) hydra zone which was cyclized with ZnC12 in refluxing EtOAc 
to give 6-f luoro-1 , 2 , 3 , 9- tetrahydro-4H-carbazol-4 -one . This was 
methylated with Me2S04 to the 9-Me derivative, aminomethylation of which with 
paraformaldehyde and Me2NH . HCl gave 3- [ (dime thy lamino) methyl] -6- 
f luoro-1, 2,3, 9-tetrahydro-9-methyl-4H-carbazol-4-one . This reacted 
successively with Mel and 2-methylimidazole to give I (Rl = R2 = Me, R3 = 
R4 = H, X = 6-F) . A formulation for injection comprised active ingredient 
2.0 mg/mL, NaCl as required, and H20 for injection to 1.0 mL. 

IT 99614-01-4P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of, as 5-hydroxytryptamine receptor antagonist) 

RN 99614-01-4 CAPLUS 

CN 4H-Carbazol-4-one, 1,2,3, 9- tetrahydro- 9 -methyl- 3- [ ( 2 -methyl -lH-imidazol- 1- 
yDmethyl]-, hydrochloride (1:1) (CA INDEX NAME) 


Me 



• HCl 


